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1 . The applicant is hereby notified that this International Preliminary Examining Authority transmits herewith the 
international preliminary report on patentability and its annexes, if any, established on the international 
application. 

2. A copy of the report and its annexes, if any, is being transmitted to the International Bureau for communication to 
all the elected Offices. 

3. Where required by any of the elected Offices, the International Bureau will prepare an English translation of the 
report (but not of any annexes) and will transmit such translation to those Offices. 

4. REMINDER 

The applicant must enter the national phase before each elected Office by performing certain acts (filing 
translations and paying national fees) within 30 months from the priority date (or later in some Offices)(Article 
39(l))(see also the rerninder sent by the International Bureau with Form PCT/IB/30 1). 

Where a translation of the international application must be furnished to an elected Office, that translation must 
contain a translation of any annexes to the international prelirninary report on patentability. It is the applicant's 
responsibility to prepare and furnish such translation directly to each elected Office concerned. 

For further details on the applicable time limits and requirements of the elected Offices, see Volume II of the PCT 
Applicant 's Guide. 

The applicant's attention is drawn to Article 33(5), which provides that the criteria of novelty, inventive step and 
industrial applicability described in Article 33(2) to (4) merely serve the purposes of international preliminary 
examination and that "any Contracting State may apply additional or different criteria for the purposes of deciding 
whether, in that State, the claimed invention is patentable or not" (see also Article 27(5)). Such additional criteria 
may relate, for example, to exemptions from patentability, requirements for enabling disclosure, clarity and 
support for the claims. 
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1. This report is the international preliminary examination report, established by this International Preliminary 
Examining Authority under Article 35 and transmitted to the applicant according to Article 36. 

2. This REPORT consists of a total of sheets, including this cover sheet. 

3. This report is also accompanied by ANNEXES, comprising: 

a. ^jr[ (sent to the applicant and to the International Bureau) a total of ^ sheets, as follows: 

/ sheets of the description, claims and/or drawings which have been amended and are the basis of 

this report and/or sheets containing rectifications authorized by this Authority (see Rule 70.16 
and Section 607 of the Adrninistrative Instructions). 
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Box No. I Basis of the report 



1 .. With regard to the language, this report is based on the international application in the language in which it was filed, 
unless otherwise indicated under this item 

I I This report is based on translations from the original language into the following language , 

which is the language of a translation furnished for the purposes of: 

I I international search (under Rules 12.3 and 23. 1(b)) 

I 1 publication of the international application (under Rule 12.4) 

I I international preliminary examination (under Rules 55.2 and/or 55.3) 

2. With regard to the elements of the international application, this report is based on (replacement sheets which have been furnished 
to the receiving Office in response to an invitation tinder Article 14 are referred to in this report as "originally filed" and are not 
annexed to this report): 

I I the international application as originally filed/furnished 
£3 the description: 

pages 1-28 as originally filed/furnished 

pages* NONE received by this Authority on 

pages* NONE received by this Authority on 

the claims: 

pages &HiP/£. ^ originally filed/furnished 

pages* NONE as amended (together with any statement) under Article 19 

pages* 29-37 received by this Authority on 13 May 2005 (13.05.2005') 

pages* NONE received by this Authority on 



1X1 the drawings: 

pages J-4 as originally ftieaV furnished 

pages* NONE received by this Authority on 

pages* NONE received by this Authority on 

I I a sequence listing and/or any related table(s) - see Supplemental Box Relating to Sequence Listing. 

3. J^2 Th e amendments have resulted in the cancellation of: 

I I the description, pages 



I I the claims, Nos._ 



1 I the drawings, sheets/figs. 



I I the sequence listing (specify): 

I I any table(s) related to the sequence listing (specify): 



4. I 1 This report has been established as if (some of) the amendments annexed to this report and listed below had not been made, 
since they have been considered to go beyond the disclosure as filed, as indicated in the Supplemental Box (Rule 70.2(c)). 

I I the description, pages , — — _ 

I I the claims, Nos.. 



I I the drawings, sheets/figs . 



I I the sequence listing (specify): 

I | any table(s) related to the sequence listing (specify): 



k If item 4 applies, some or all of those sheets may be marked "superseded. " 
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Box No. IV Lack of unity of invention 



In response to the invitation to restrict or pay additional fees the applicant has: 

restricted the claims. 
£*3 paid additional fees. 
I I paid additional fees under protest. 
I I neither restricted nor paid additional fees. 



2. This Authority found that the requirement of unity of invention is not complied with and chose, according to Rule 
68. 1, not to invite the applicant to restrict or pay additional fees. 

3. This Authority considers that the requirement of unity of invention in accordance with Rules 13. 1, 13.2 and 13.3 is: 
I I complied with. 

1^] not complied with for the following reasons: 
See the lack of unity section of the International Search Report(Form PCT/ISA/2 1 0) 



4. Consequently, this report has been established in respect of the following parts of the international application: 



all parts 

I | the parts relating to claims Nos. 
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Box No. V Reasoned statement under Article 35(2) with regard to novelty, inventive step or industrial 
applicability; citations and explanations supporting such statement 



1. Statement 

Novelty (N) Claims 1^25 YES 

Claims NONE NO 

Inventive Step (IS) Claims 1-25 Y ES 

Claims NONE : NO 

Industrial Applicability (IA) Claims 1-25 : YES 

Claims NONE NO 



2. Citations and Explanations (Rule 70.7) 

Claims 1-25 meet the criteria set out in PCT Article 33(2)-(3), because the prior art does not teach or fairly suggest the instant 
compounds of formulae of claims 1 and 15, pharmaceutical compositions containing these compounds and a method of using these 
compounds. 

Claims 1-25 meet the criteria set out in PCT Article 33(4), and thus have industrial applicability because the subject matter claimed can 
be made or used in industry. 
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1 . A compound of the formula: 




5 wherein 

Q is oxygen or sulfur; 

X is hydrogen and Y is CHR 2 R 3 , NKR 2 , NHOR 2 , or NHNR 2 R; or X 
and Y are taken together to form =CR 2 R 3 ; =NR 2 ; =NOR 2 ; or =NNR 2 R 3 ; 

R l , R 2 , and R 3 are each independently selected from the group 

10 consisting of hydrogen and a radical -(CH 2 ) m Z, where m is an integer from 0-6 and Z 
is selected from the group consisting of halogen, hydroxy, formyl, Ci-C 6 alkanoyloxy, 
optionally substituted benzoyloxy, Ci-C 6 alkyl, Ci-C 6 alkoxy, C 3 -C 8 cycloalkyl, C 3 -C 8 
cycloalkoxy, C 2 -C 6 alkenyl, C 2 -C 6 alkynyl, C r C 6 haloalkyl, Ci-C 6 haloalkoxy, C 3 -C 8 
halocycloalkyl, C 3 -C 8 halocycloalkoxy, amino, Ci-C 6 alkylamino, (Ci-C 6 alkyl)(Ci-C 6 

15 alkyl)amino, alkylcarbonylamino, N-(Ci-C 6 alkyl)alkylcarbonylamino, aminoalkyl, 
C r C 6 alkylaminoalkyl, (Ci-C 6 alkyl)(Ci-C 6 alkyl)aminoalkyl, 

alkylcarbonylaminoalkyl, N-(C r C 6 alkyl)alkylcarbonylaminoalkyl, cyano, nitro, Ci- 
C 6 alkylsulfonyl, optionally substituted phenyl, optionally substituted phenoxy, and 
optionally substituted heteroaryl; or Z is selected from the group consisting of -N 3 , 

20 -C0 2 R 4 , -CONR 5 R 6 , -P(0)(OR 4 ) 2 , -P(0)(NR 4 R 5 ) 2 , and -P(0)(NR 4 R 5 )(OR 4 ), where 
R 4 , R 5 , and R 6 are each independently selected in each occurrence from the group 
consisting of hydrogen, Ci-C 6 alkyl, C 3 -C 8 cycloalkyl, Ci-C 6 haloalkyl, optionally 
substituted phenyl, and optionally substituted phenyl-Ci-C6 alkyl; or 

when X and Y are taken together to form =NNR 2 R 3 , R 2 and R 3 are 

25 taken together with the attached nitrogen to form an optionally substituted 
heterocycle; 

providing that Y and R 1 are not both alkyl; 

R A represents 1-4 substituents each independently selected from the 
group consisting of hydrogen and a radical -(CH 2 ) m Z', where m' is an integer from 
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0-6 and Z' is selected from the group consisting of halogen, hydroxy, C1-C6 
alkanoyloxy, optionally substituted benzoyloxy, C1-C6 alky!, Ci-Ce alkoxy, C3-C8 
cycloalkyl, C 3 -Cg cycloalkoxy, C 2 -C 6 alkenyl, C 2 -C 6 alkynyl, C1-C6 haloalkyl, Ci-C 6 
haloalkoxy, C3-C8 halocycloalkyl, C3-C8 halocycloalkoxy, amino, C1-C6 alkylamino, 
5 (C1-C6 alkyl)(Ci-C 6 alkyl)amino, alkylcarbonylamino, N-(C}-C 6 

alkyl)alkylcarbonylamino, aminoalkyl, Ci-C 6 alkylaminoalkyl, (Ci-C 6 alkyl)(Ci-C6 
alkyl)aminoalkyl, alkylcarbonylaminoalkyl, N-(Ci-C 6 alkyl)alkylcarbonylaminoalkyl, 
cyano, nitro, Ci-C 6 alkylsulfonyl, optionally substituted phenyl, optionally substituted 
phenoxy, and optionally substituted heteroaryl; or Z' is selected from the group 
10 consisting of -N 3 , -C0 2 R 4 ', -CONR 5 R 6 ', -P(0)(OR 4 ') 2 , -P(0)(NR 4 R 5 ) 2 , and 

-P(0)(NR 4 R 5 ')(OR 4 '), where R 4 ', R 5 ', and R 6 ' are each independently selected in each 
occurrence from the group consisting of hydrogen, C1-C6 alkyl, C3-C8 cycloalkyl, Ci- 
C 6 haloalkyl, optionally substituted phenyl, and optionally substituted phenyl-Ci-C6 
alkyl; or 

15 R A represents 2-4 substituents where 2 of said substituents are adjacent 

substituents and are taken together with the attached carbons to form an optionally 
substituted carbocycle or an optionally substituted heterocycle, and the remaining 2 
substituents are each independently selected from the group consisting of hydrogen 
and a radical -(CH 2 ) m Z', where m' is an integer from 0-6 and Z' is selected from the 

20 group consisting of halogen, hydroxy, Ci-C 6 alkanoyloxy, optionally substituted 

benzoyloxy, Ci-C 6 alkyl, Ci-C 6 alkoxy, C 3 -C 8 cycloalkyl, C 3 -C 8 cycloalkoxy, C 2 -C 6 
alkenyl, C 2 -C 6 alkynyl, Ci-C 6 haloalkyl, Ci-C 6 haloalkoxy, C 3 -C 8 halocycloalkyl, 
C 3 -C 8 halocycloalkoxy, amino, Ci-C 6 alkylamino, (Ci-C 6 alkyl)(Ci-C 6 alkyl)amino, 
alkylcarbonylamino, N-(Ci-C6 alkyl)alkylcarbonylamino, aminoalkyl, C1-C6 

25 alkylaminoalkyl, (Ci-C 6 alkyl)(Ci-C 6 alkyl)aminoalkyl, alkylcarbonylaminoalkyl, N- 
(Ci-C 6 alkyl)alkylcarbonylaminoalkyl, cyano, nitro, C1-C6 alkylsulfonyl, optionally 
substituted phenyl, optionally substituted phenoxy, and optionally substituted 
heteroaryl; or Z' is selected from the group consisting of -N 3 , -C0 2 R 4 , -CONR 5 R 6 , 
-P(0)(OR 4 ) 2 , -P(0)(NR 4 'R 5 ) 2 , and -P(0)(NR 4 R 5 )(OR 4 ), where R 4 ', R 5 , and R 6 are 

30 each independently selected in each occurrence from the group consisting of 

hydrogen, Ci-C 6 alkyl, C 3 -C 8 cycloalkyl, Ci-C 6 haloalkyl, optionally substituted 
phenyl, and optionally substituted phenyl-Ci-Ce alkyl; and 
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R B represents 1-4 substituents each independently selected from the 
group consisting of hydrogen and a radical -(CH 2 ) m »Z", where m" is an integer from 
0-6 and Z" is selected from the group consisting of halogen, hydroxy, Ci-C 6 
alkanoyloxy, optionally substituted benzoyloxy, C1-C6 alkyl, C1-C6 alkoxy, C 3 -C 8 
5 cycloalkyl, C 3 -C 8 cycloalkoxy, C 2 -C 6 alkenyl, C 2 -C 6 alkynyl, Ci-C 6 haloalkyl, C1-C6 
haloalkoxy, C3-C8 halocycloalkyl, C 3 -C 8 halocycloalkoxy, amino, C\-C<> alkylamino, 
(C1-C6 alkyl)(Ci-C6 alkyl)amino, alkylcarbonylamino, N-(Ci-C6 
alkyl)alkylcarbonylamino, aminoalkyl, Q-C6 alkylaminoalkyl, (Ci-C 6 alkyl)(Ci-C6 
alkyl)aminoalkyl, alkylcarbonylaminoalkyl, N-(Ci-C 6 alkyl)alkylcarbonylaminoalkyl, 

10 cyano, nitro, d-C 6 alkylsulfonyl, optionally substituted phenyl, optionally substituted 
phenoxy, and optionally substituted heteroaryl; or Z" is selected from the group 
consisting of -N 3 , -C0 2 R 4 ", -CONR 5 R 6 \ -P(0)(OR 4 ") 2 , -P(0)(NR 4 R 5 ") 2 , and 
-P(0)(NR 4 "R 5 ")(OR 4 "), where R 4 \ R 5 ", and R 6 " are each independently selected in 
each occurrence from the group consisting of hydrogen, C1-C6 alkyl, C3-C8 

15 cycloalkyl, Ci-C 6 haloalkyl, optionally substituted phenyl, and optionally substituted 
phenyl-Ci-C6 alkyl; or 

R B represents 2-4 substituents where 2 of said substituents are adjacent 
substituents and are taken together with the attached carbons to form an optionally 
substituted carbocycle or an optionally substituted heterocycle, and the remaining 2 

20 substituents are each independently selected from the group consisting of hydrogen 
and a radical -(CH 2 ) m "Z", where m" is an integer from 0-6 and Z" is selected from the 
group consisting of halogen, hydroxy, C r C6 alkanoyloxy, optionally substituted 
benzoyloxy, d-C 6 alkyl, Ci-C 6 alkoxy, C 3 -C 8 cycloalkyl, C 3 -C 8 cycloalkoxy, C 2 -C 6 
alkenyl, C 2 -C 6 alkynyl, Ci-C 6 haloalkyl, Ci-C 6 haloalkoxy, C 3 -C 8 halocycloalkyl, 

25 C 3 -C 8 halocycloalkoxy, amino, Ci-C 6 alkylamino, (Ci-C 6 alkyl)(Ci-C 6 alkyl)amino, 
alkylcarbonylamino, N-(Ci-C6 alkyl)alkylcarbonylamino, aminoalkyl, Ci-C 6 
alkylaminoalkyl, (Ci-C 6 alkyl)(Ci-C6 alkyl)aminoalkyl, alkylcarbonylaminoalkyl, N- 
(C1-C6 alkyl)alkylcarbonyl aminoalkyl, cyano, nitro, Ci-Ce alkylsulfonyl, optionally 
substituted phenyl, optionally substituted phenoxy, and optionally substituted 

30 heteroaryl; or Z" is selected from the group consisting of -N 3 , -C0 2 R 4 , -CONR 5 R 6 , 
-P(0)(OR 4 ") 2 , -P(0)(NR 4 R 5 ") 2 , and -P(0)(NR 4 R 5 ")(OR 4 "), where R 4 ", R 5 ", and R 6 " 
are each independently selected in each occurrence from the group consisting of 
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hydrogen, Ci-C 6 alkyl, C 3 -C 8 cycloalkyl, Ci-C 6 haloalkyl, optionally substituted 
phenyl, and optionally substituted phenyl-Ci-Ce alkyl is described. 

2. The compound of claim 1 , wherein X and Y are taken together 
to form =CR 2 R 3 . 

5 3. The compound of claim 1, wherein X and Y are taken together 

to form =CR 2 R 3 , and the carbon-carbon double bond formed thereby is an E-double 
bond. 

4. The compound of claim 1, wherein Z is selected from the group 
consisting of hydroxy, amino, Q-C6 alkylamino, and nitro. 
10 5. The compound of claim 1 , wherein Z' is selected from the 

group consisting of Q-C6 alkoxy and nitro. 

6. The compound of claim 1, wherein Z" is selected from the 
group consisting of C\-C$ alkoxy and nitro. 

7. The compound of claim 1, wherein X and Y are taken together 
15 to form =CR 2 R 3 ; and R 2 is Ci-C 6 haloalkyl or aminoalkyl; and R 1 is hydrogen. 

8. The compound of claim 1, wherein R B represents 2-4 
substituents where 2 of said substituents are adjacent substituents and are taken 
together with the attached carbons to form an optionally substituted heterocycle. 

9. The compound of claim 1, wherein R B represents 2-4 
20 substituents where 2 of the substituents are adjacent substituents and are taken 

together with the attached carbons to form an heterocycle selected from the group 
consisting of dioxolane and dioxane. 

10. The compound of claim 1, wherein R B represents 2-4 
substituents where 2 of said substituents are adjacent substituents and are taken 

25 together with the attached carbons to form an optionally substituted heterocycle; and 
Z" is selected from the group consisting of Ci-C 6 alkoxy and nitro. 

11. The compound of claim 1, wherein Q is oxygen; and R A is 2,3- 
bis(Ci-C6 alkoxy). 

12. The compound of claim 1, wherein Q is oxygen; and R 1 is Ci- 
30 C6 alkyl, aminoalkyl, or C1-C6 haloalkyl. 

13. The compound of claim 1, wherein Q is oxygen, R A is 2,3- 
bis(C r C 6 alkoxy), R B is 8,9-alkylenedioxy, and X and Y are taken together to form 
=CR 2 R 3 , where R 2 is hydrogen. 
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14. The compound of claim 1, wherein Q is oxygen, R A is 2,3- 
bis(Ci-C 6 alkoxy), R B is 8,9-alkylenedioxy, X and Y are taken together to form 
=CR 2 R\ R 2 is hydrogen, and R 1 is hydrogen, Ci-C 6 alkyl, C 3 -C 8 cycloalkyl, Ci-C 6 
haloalkyl, C 3 -C 8 halocycloalkyl, amino-Ci-C 6 alkyl, d-C 6 alkylamino-Ci-C 6 alkyl, or 

5 (C,-C 6 alkyl)(Ci-C 6 alkyl)amino-C r C 6 alkyl. 

15. A compound of the formula: 




Q 

wherein 

Q is oxygen or sulfur; 

10 R 1 , R 2 , and R 3 are each independently selected from the group 

consisting of hydrogen and a radical -(CH 2 ) m Z, where m is an integer from 0-6 and Z 
is selected from the group consisting of halogen, hydroxy, formyl, Ci-C 6 alkanoyloxy, 
optionally substituted benzoyloxy, d-C 6 alkyl, d-C 6 alkoxy, C 3 -C 8 cycloalkyl, C 3 -C 8 
cycloalkoxy, C 2 -C 6 alkenyl, C 2 -C 6 alkynyl, C r C 6 haloalkyl, Ci-C 6 haloalkoxy, C 3 -C 8 

1 5 halocycloalkyl, C 3 -C 8 halocycloalkoxy, amino, Ci-C 6 alkylamino, (C r C 6 alkyl)(C r C 6 
alkyl)amino, alkylcarbonylamino, N-(Ci-C 6 alkyl)alkylcarbonylamino, aminoalkyl, 
Ci-C 6 alkylaminoalkyl, (Ci-C 6 alkyl)(Ci-C 6 alkyl)aminoalkyl, 

alkylcarbonylaminoalkyl, N-(d-C 6 alkyl)alkylcarbonylaminoalkyl, cyano, nitro, C r 
C 6 alkylsulfonyl, optionally substituted phenyl, optionally substituted phenoxy, and 

20 optionally substituted heteroaryl; or Z is selected from the group consisting of -N 3 , 
-C0 2 R 4 , -CONR 5 R 6 , -P(0)(OR 4 ) 2 , -P(0)(NR 4 R 5 ) 2 , and -P(0)(NR 4 R 5 )(OR 4 ), where 
R 4 , R 5 , and R 6 are each independently selected in each occurrence from the group 
consisting of hydrogen, Ci-C 6 alkyl, C 3 -C 8 cycloalkyl, Ci-C 6 haloalkyl, optionally 
substituted phenyl, and optionally substituted phenyl-Ci-C 6 alkyl; or 

25 R 1 is selected from the group consisting of hydrogen and a radical 

-(CH^mZ, where m is an integer from 0-6 and Z is selected from the group consisting 
of halogen, hydroxy, formyl, Ci-C 6 alkanoyloxy, optionally substituted benzoyloxy, 
Ci-C 6 alkyl, d-C 6 alkoxy, C 3 -C 8 cycloalkyl, C 3 -C 8 cycloalkoxy, C 2 -C 6 alkenyl, C 2 -C 6 
alkynyl, C,-C 6 haloalkyl, Ci-C 6 haloalkoxy, C 3 -C 8 halocycloalkyl, C 3 -C 8 
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halocycloalkoxy, amino, C r C 6 aUcylamino, (Ci-C 6 alkyl)(Ci-C 6 alkyl)amino, 
alkylcarbonylamino, N-(Ci-C6 alkyl)alkylcarbonylamino, aminoalkyl, C1-C6 
alkylaminoalkyl, (Ci-C 6 alkyl)(Ci-C 6 alkylaminoalkyl, alkylcarbonylaminoalkyl, N- 
(Ci-C 6 alkyl)alkylcarbonylaminoalkyl, cyano, nitro, Ci-C 6 alkylsulfonyl, optionally 
5 substituted phenyl, optionally substituted phenoxy, and optionally substituted 

heteroaryl; or Z is selected from the group consisting of -N 3 , -C0 2 R 4 , -CONR 5 R 6 , 
-P(0)(OR 4 ) 2j -P(0)(NR 4 R 5 ) 2 , and -P(0)(NR 4 R 5 )(OR 4 ), where R 4 , R 5 , and R 6 are each 
independently selected in each occurrence from the group consisting of hydrogen, Cj- 
C 6 alkyl, C 3 -C 8 cycloalkyl, Ci-C 6 haloalkyl, optionally substituted phenyl, and 

1 0 optionally substituted phenyl-Ci-C 6 alkyl; and R 2 and R 3 are taken together with the 
attached carbon to form an optionally substituted carbocycle or heterocycle; 

R A represents 1-4 substituents each consisting of a radical -(CH 2 )ni'Z f , 
where m' is an integer from 0-6 and Z' is selected from the group consisting of 
halogen, hydroxy, Ci-C 6 alkanoyloxy, optionally substituted benzoyloxy, Ci-C 6 alkyl, 

15 Ci-C 6 alkoxy, C 3 -C 8 cycloalkyl, C 3 -C 8 cycloalkoxy, C 2 -C 6 alkenyl, C 2 -C 6 alkynyl, Ci- 
C 6 haloalkyl, Ci-C 6 haloalkoxy, C 3 -C 8 halocycloalkyl, C 3 -C 8 halocycloalkoxy, amino, 
Ci-C 6 alkylamino, (Ci-C 6 alkyl)(d-C 6 alkyl)amino, alkylcarbonylamino, N-(C r C 6 
alkyl)alkylcarbonylamino, aminoalkyl, Ci-C 6 alkylaminoalkyl, (Ci-C 6 alkyl)(Ci-C 6 
alkyl)aminoalkyl, alkylcarbonylaminoalkyl, N-(Ci-C 6 alkyl)alkylcarbonylaminoalkyl, 

20 cyano, nitro, C r C 6 alkylsulfonyl, optionally substituted phenyl, optionally substituted 
phenoxy, and optionally substituted heteroaryl; or Z' is selected from the group 
consisting of -N 3 , -C0 2 R 4 ', -CONR 5 R 6 ', -P(0)(OR 4 ') 2 , -P(0)(NR 4 R 5 ) 2 , and 
-P(0)(NR 4 R 5 ')(OR 4 '), where R 4 ', R 5 ', and R 6 ' are each independently selected in each 
occurrence from the group consisting of hydrogen, Ci-C 6 alkyl, C 3 -C 8 cycloalkyl, d- 

25 C 6 haloalkyl, optionally substituted phenyl, and optionally substituted phenyl-Ci-C 6 
alkyl, providing that at least one of R A is at carbon 8 or carbon 9; in the formula; or 

R A represents 2-4 substituents where 2 of said substituents are adjacent 
substituents and are taken together with the attached carbons to form an optionally 
substituted carbocycle or an optionally substituted heterocycle, and the remaining 2 

30 substituents are each independently selected from the group consisting of hydrogen 
and a radical -(CH 2 ) m 'Z', where m' is an integer from 0-6 and Z r is selected from the 
group consisting of halogen, hydroxy, Ci-C 6 alkanoyloxy, optionally substituted 
benzoyloxy, C r C 6 alkyl, Ci-C 6 alkoxy, C 3 -C 8 cycloalkyl, C 3 -C 8 cycloalkoxy, C 2 -C 6 
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alkenyl, C 2 -C 6 alkynyl, Ci-C 6 haloalkyl, Ci-C 6 haloalkoxy, C 3 -C 8 halocycloalkyl, 
C3-C8 halocycloalkoxy, amino, C1-C6 alkylamino, (C1-C6 alkyl)(Ci-C6 alkyl)amino, 
alkylcarbonylamino, N-(Ci-C 6 alkyl)alkylcarbonylamino, aminoalkyl, C1-C6 
alkylaminoalkyl, (Ci-C 6 alkyl)(Ci-C 6 alkylaminoalkyl, alkylcarbonylaminoalkyl, N- 
5 (C r C 6 alkyl)alkylcarbonylaminoalkyl, cyano, nitro, Ci-C 6 alkylsulfonyl, optionally 
substituted phenyl, optionally substituted phenoxy, and optionally substituted 
heteroaryl; or Z' is selected from the group consisting of -N3, -CO2R 4 , -CONR 5 R 6 , 
-P(0)(OR 4 ) 2 , -P(0)(NR 4 R 5 ) 2 , and -P(0)(NR 4 R 5 )(OR 4 ), where R 4 ', R 5 ', and R 6 ' are 
each independently selected in each occurrence from the group consisting of 

10 hydrogen, d-C 6 alkyl, C 3 -C 8 cycloalkyl, C!-C 6 haloalkyl, optionally substituted 
phenyl, and optionally substituted phenyl-Ci-C6 alkyl; 

R B is selected from the group consisting of hydrogen and a radical 
-(CH 2 )m"Z" 3 where m" is an integer from 0-6 and Z" is selected from the group 
consisting of halogen, hydroxy, Q-Ce alkanoyloxy, optionally substituted 

15 benzoyloxy, C r C 6 alkyl, Ci-C 6 alkoxy, C 3 -C 8 cycloalkyl, C 3 -C 8 cycloalkoxy, C 2 -C 6 
alkenyl, C 2 -C 6 alkynyl, Ci-C 6 haloalkyl, Ci-C 6 haloalkoxy, C 3 -C 8 halocycloalkyl, 
C 3 -C 8 halocycloalkoxy, amino, Ci-C 6 alkylamino, (Ci-C 6 alkyl)(Ci-C 6 alkyl)amino, 
alkylcarbonylamino, N-(Ci-C6 alkyl)alkylcarbonylamino, aminoalkyl, C1-C6 
alkylaminoalkyl, (Ci-C 6 alkyl)(C r C 6 alkyl)aminoalkyl, alkylcarbonylaminoalkyl, N- 

20 (C r C 6 alkyl)alkylcarbonylaminoalkyl, cyano, nitro, Ci-C 6 alkylsulfonyl, optionally 
substituted phenyl, optionally substituted phenoxy, and optionally substituted 
heteroaryl; or Z" is selected from the group consisting of -N 3 , -C0 2 R , -CONR R , 
-P(0)(OR 4 ") 2 , -P(0)(NR 4 R 5 ") 2j and -P(0)(NR 4 R 5 ")(OR 4 "), where R 4 ", R 5 ", and R 6 " 
are each independently selected in each occurrence from the group consisting of 

25 hydrogen, Ci-C 6 alkyl, C 3 -C 8 cycloalkyl, Ci-C 6 haloalkyl, optionally substituted 
phenyl, and optionally substituted phenyl-Ci-Ce alkyl; and' 

R c represents 1-4 substituents each independently selected from the 
group consisting of hydrogen and a radical -(CH 2 ) m »Z'", where m'" is an integer from 
0-6 and Z'" is selected from the group consisting of halogen, hydroxy, Ci-Ce 

30 alkanoyloxy, optionally substituted benzoyloxy, C1-C6 alkyl, Q-C6 alkoxy, C 3 -C 8 

cycloalkyl, C 3 -C 8 cycloalkoxy, C 2 -C 6 alkenyl, C 2 -C 6 alkynyl, Ci-C 6 haloalkyl, C r C 6 
haloalkoxy, C 3 -C 8 halocycloalkyl, C 3 -C 8 halocycloalkoxy, amino, Ci-C 6 alkylamino, 
(C1-C6 alkyl)(Ci-C6 alkyl)amino, alkylcarbonylamino, N-(Ci-C6 
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alkyl)alkylcarbonylamino, aminpalkyl, C1-C6 alkylaminoalkyl, (C1-C6 alkyl)(Ci-C6 
alkylaminoalkyl, alkylcarbonylaminoalkyl, N-(Ci-C 6 alkyl)alkylcarbonylaminoalkyl, 
cyano, nitro, C\-Ce alkylsulfonyl, optionally substituted phenyl, optionally substituted 
phenoxy, and optionally substituted heteroaryl; or Z'" is selected from the group 
5 consisting of -N 3 , -C0 2 R 4 "', -CONR 5 R 6 ", -P(0)(OR 4 ") 2 , -P(0)(NR 4 R 5 ") 2 , and 

-P(0)(NR 4 ' , 'R 5 "')(OR 4 '') 5 where R 4 "', R 5 "', and R 6 "' are each independently selected in 
each occurrence from the group consisting of hydrogen, C1-C6 alkyl, C 3 -C 8 
cycloalkyl, Ci-C 6 haloalkyl, optionally substituted phenyl, and optionally substituted 
phenyl-Ci-C 6 alkyl; or 

10 R c represents 2-4 substituents where 2 of said substituents are adjacent 

substituents and are taken together with the attached carbons to form an optionally 
substituted carbocycle or an optionally substituted heterocycle, and the remaining 2 
substituents are each independently selected from the group consisting of hydrogen 
and a radical -(CH 2 )nv"Z"', where m'" is an integer from 0-6 and Z" r is selected from 

15 the group consisting of halogen, hydroxy, C1-C6 alkanoyloxy, optionally substituted 
benzoyloxy, Ci-C 6 alkyl, Ci-C 6 alkoxy, C 3 -C 8 cycloalkyl, C 3 -C 8 cycloalkoxy, C 2 -C 6 
alkenyl, C 2 -C 6 alkynyl, Ci-C 6 haloalkyl, Ci-C 6 haloalkoxy, C 3 -C 8 halocycloalkyl, 
C 3 -C 8 halocycloalkoxy, amino, d-C 6 alkylamino, (Ci-C 6 alkyl)(Ci-C 6 alkyl)amino, 
alkylcarbonylamino, N-(Ci-C 6 alkyl)alkylcarbonylamino, aminoalkyl, C\-Ce 

20 alkylaminoalkyl, (Ci-C 6 alkyl)(Ci-C 6 alkyl)aminoalkyl, alkylcarbonylaminoalkyl, N- 
(Ci-C 6 alkyl)alkylcarbonylaminoalkyl, cyano, nitro, Ci-C 6 alkylsulfonyl, optionally 
substituted phenyl, optionally substituted phenoxy, and optionally substituted 

4"' 

heteroaryl; or Z'" is selected from the group consisting of -N 3 , -C0 2 R , 
-CONR 5 "'R 6 "', -P(0)(OR 4 ") 2 , -P(0)(NR 4 " R 5 ") 2 , and -P(0)(NR 4 " R 5 "')(OR 4 "), where 
25 R 4 ", R 5 "', and R 6 '" are each independently selected in each occurrence from the group 
consisting of hydrogen, Ci-C 6 alkyl, C 3 -C 8 cycloalkyl, Ci-C 6 haloalkyl, optionally 
substituted phenyl, and optionally substituted phenyl-Ci-C6 alkyl is described. 

12 3 

16. The compound of claim 15, wherein at least one of R , R , R , 
R A , R B , or R c is not hydrogen. 
30 4 17. The compound of claim 15, wherein R A is 2,3-bis(Ci-C 6 

alkoxy). 

18. The compound of claim 15, wherein Q is oxygen, R A is 2,3- 
bis(Ci-C 6 alkoxy), and R B , R c , R 1 , R 2 t and R 3 are each hydrogen. 
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19. The compound of claim 15, wherein Z' is selected from the 
group consisting of hydroxy and nitro. 

20. The compound of claim 15, wherein R A represents 2-4 
substituents where 2 of said substituents are adjacent substituents and are taken 
together with the attached carbons to form an optionally substituted carbocycle or an 
optionally substituted heterocycle, and the remaining 2 substituents are each 
independently selected from the group consisting of hydrogen and a radical 
-(CH 2 )m'Z', where Z' is selected from the group consisting of hydroxy and nitro. 

2 1 . The compound of claim 15, wherein Z" is nitro. 

22. The compound of claim 15, wherein Z'" is nitro. 

23. The compound of claim 15, wherein R° represents 2-4 
substituents where 2 of said substituents are adjacent substituents and are taken 
together with the attached carbons to form an optionally substituted carbocycle or an 
optionally substituted heterocycle, and the remaining 2 substituents are each 
independently selected from the group consisting of hydrogen and a radical 
-(CHtOm-'Z"'; and Z" r is nitro. 

24. A pharmaceutical composition comprising a compound of 
claim 1 or claim 15 and a pharmaceutically acceptable carrier, excipient, or diluent 
therefor. 

25. A method for treating a mammal in need of relief from a 
disease state including cancer, comprising administering to the mammal an effective 
amount of a compound according to claim 1 or claim 15 or an effective amount of a 
pharmaceutical composition according to claim 24. 
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